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INVENTOR (S) : 



PATENT ASSIGNEES) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



2003:551539 HCAPLUS 
139: 117668 

Preparation of cyclic cetrapepr idea as hi scone 
deacetylase inhibitors 

Satoh, Shigeki; Urano, Yasuharu; Osoda. Kazuhiko; 
Hosaka, Micsuru; Sawada. Kozo; Inoue, Takayuki : Mori. 
Hiroaki; Takagaki . Shoj i ; Fujimura. Takao; Matsuoka. 
Kideaki; Yoshizawa. Katsuhiko 

Fujisawa Pharmaceutical Co.. Ltd.. Japan; ec al. 

PCT Int. Appl . . 447 pp. 

CODEN: PIXXD2 

Patent 

English 
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50 nM. reap., for inhibition of histone deacetylase and T-cell growth. 
IT 5S1037-68-1P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation of cyclic tetrapeptidea as histone deacetylase 
inhibitors) 

RN S61037-68-1 HCAPLUS 

CN D-Prol ine. 6- (benzoyloxy) -L-norleucyl -2-propylnorvalyl -L-phenylalanyl - , 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 



CRN 561037-67-0 
CMF C35 H48 N4 07 



KIND DATE 



WO 2003057722 
WO 2003057722 

W: AE, AG. AL. 

CO, CR. CU. 

GM. HR. HU. 

LT. LU. LV. 

PT. RO, RU. 

UG. US. UZ. 

RW: GH. GM. KE. 

KG, KZ, MD. 

PI, FR. GB. 

CP, CG, CI. 
EP 1458746 

R: AT, BE, CH, 

IE, SI, LT, 
PRIORITY APPLN. INFO.: 



20030717 
20040422 
AT, AU, A2. 
DE. DK. DM, 
IL, IN, IS, 
MD. MG. MK, 
SD, SE. SG. 
VN, YU, ZA. 
MW, MZ, SD. 
TJ. TM, AT, 
IE. IT, LU. 
GA, GN. GO, 
20040922 
DK. ES. FR, 
PI, RO. MK, 
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WO 2002-JP137S4 
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EP 2002- 


606064 



GB, GR. IT, LI. LU 
CY. AL. TR, BG. CZ 
AU 2001-9779 

AU 2002-952117 



BZ, CA. CH. CN. 

GB, GD. GE, GH. 

LC, LK. LR. LS, 

NZ, OM. PH. PL. 

TR, TT. TZ, UA, 



ZW. AM, AZ. BY, 
DE. DK. EE. ES, 
SK. TR. BF. BJ. 
TD. TG 

20021227 
NL, SE, MC, PT. 
EE, SK 

A 20011228 

A 20021010 




HO 2002-JP137S4 



W 20021227 



OTHER SOURCE (S) : 



MAR PAT 139: 117688 



X 



^ (CH 2 )4 v s / NH2 



• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Cyclic tetrapeptidea I [Rl is H; R2 is lower alkyl, aryl, (un) substituted 
arylalkyl. heteroeyclylalkyl , cycloalkyl alkyl , alkylcarbamoylalkyl , 
arylcarbamoylalkyl; R3, R4 are H, (un) substituted arylalkyl or 
heteroeyclylalkyl, cycloalkylalkyl ; or R3 and R4 are linked to form lower 
alkylene or a condensed ring or one of R3 and R4 is linked to the 

adjacent 

nitrogen atom to form a ring; R5 is H or alkyl; X is CH2 or CH2CH2; Z is 
alkylene or alkenylene; R6 is CR7RSR9 or NR7R8R9, where R7 is H, halo or 
optionally protected hydroxy, R8 is H, halo, alkyl or Ph, and R9 is H or 
alkyl] or their salts were prepared histone deacetylase inhibitors. 

Thus, 

compound II (Bn - benzyl) was prepared and shown to have IC50 < 100 nM 

and < 



r 



CRN 76-05-1 
CMF C2 H F3 02 
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LI 6 ANSWER 2 OF 4 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
short 



HCAPLUS COPYRIGHT 2005 ACS on STN 
2002:6 92434 HCAPLUS 
138:354205 

Design, synthesis, and conformational studies of 



AUTHOR (S) : 



peptides containing C(aol -dipropylglycine 
and dibenzylglycine 

Fu, Yanwen; Zhou, Zhe; Treleaven, w. Dale; Escobedo, 
Jorge; Hammer, Robert P. 
CORPORATE SOURCE: Department of Chemistry, Louisiana State University, 

Baton Rouge, LA, 70803, USA 
SOURCE: Peptides: The wave of the Future, Proceedings of the 

Second International and the Seventeenth American 
Peptide Symposium, San Diego. CA, United States, June 
9-14, 2001 (2001), 45B-4S9. Editor(s): Lebl , Michal ; 
Houghten, Richard A. American Peptide Society: San 
Diego, Calif . 

CODEN: 69DBAL; ISBN: 0- 9715560- 0 - B 
DOCUMENT TYPE: Conference 
LANGUAGE: English 

AB A symposium report. Several pentapeptides containing C«,a- 

dipropylglycine (Dpg) and dibenzylglycine (Dbg) at alternating sequence 
positions and their norvaline (Nva) analogs were prepared Conformation 
anal, of the peptides was done by NMR, CD and col . modeling methods. 

IT 519177. 38-9P 519177-39-0P 519177-40-3P 
519177-41-4P 519177-42-5P 

RL: PRP (Properties); SPN (Synthetic preparation); PREP (Preparation) 
(preparation and conformation anal . of peptides containing 
dialkylglycines) 
RN 519177-38-9 HCAPLUS 

CN L-Lysinamide, N2-acetyl -L-lysyl-2-propylnorvalyl -L-tyrosyl -2- 
propylnorvalyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 519177-39-0 HCAPLUS 

CN L-Lysinamide, N-acetyl - L-a-glutamyl - 2 - propyl norvalyl -L-tyrosyl -2- 
propylnorvalyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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'<CH 2 )J 




s NHAc 



RN 519177-40-3 HCAPLUS 

CN L-a-Glutamine, N-acetyl -L-a -glutamyl -2 -propyl norvolyl -L- 
tyroeyl- 2 -propyl norvalyl- (9CI> (CA INDEX NAME) 

Absolute stereochemistry. 
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H 2 N\ 




RN 519177-42-5 HCAPLUS 

CN L-a-Glutamine, N2 -acetyl - L- lysyl-a- (phenyl methyl ) phenyl a 1 any 1 - 
L-alanyl-2-propylnorvalyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




REFERENCE COUNT: 



n-Pr Pr-n 



THERE ARE 3 CITED REFERENCES AVAILABLE FOR THIS 
RECORD . ALL CITATIONS AVAILABLE IN THE RE 



RN 519177-41-4 HCAPLUS 

CN L-Lysinamide, N-acetyl -L-o-glutamyl -2 -propyl norvalyl -L-threonyl -2- 
propylnorvalyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



LIS ANSWER 3 OF 4 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 

AUTHOR (S) : 
Bhandary, 



HCAPLUS COPYRIGHT 2005 ACS on STN 
1991:556894 HCAPLUS 
115: 156894 

Role of peptide backbone conformation on biological 

activity of chemotactic peptides 

Dentino, Andrew R. ; Raj, Periathamby Antony; 



CORPORATE SOURCE : 



SOURCE :. 



Wilson, Mark E . ; Levine, Michael J. 
Inst.. State Univ. New York, Buffalo, 



Krishna K. 
Dent. Res. 
14214, USA 

Journal of Biological Chemistry (1991), 266(23), 
18460-8 

COD EN : JBCHA3; ISSN: 0021-9258 
Journal 
English 

AB To investigate the role of peptide backbone conformation on the biol . 

activity of chemotactic peptides, a unique analog of 
N- formyl -Met -Leu - Phe - 

OH waB synthesized incorporating the Ca.a disubstituted 

residue, dipopylglycine (Dpg) in place of Leu. The conformation of the 
stereochem. constrained Dpg analog was examined in the crystalline state 
by x-ray 

diffraction and in solution using NMR, IR, and CD methods. The 
secretagogue 

activity of the peptide on human neutrophils was determined and compared 

with 

that of a stereochem. constrained, folded type II p-turn analog 
incorporating 1-aminocyclohexanecarboxylic acid (Ac6c) at position 2 
(f -Met-Ac6c-Phe-OMe) , the parent peptide (f -Met -Leu-Phe-OH) . and its Me 
ester derivative (f -Met -Leu- Phe -OMe) . In the solid state, the Dpg analog 
adopts an extended p -shaet-like structure with an 

intramol . hydrogen bond between the NH and CO groups of the Dpg residue, 
thereby forming a fully extended (CS) conformation at position 2. The 
4 and v values for Met and Phe residues are significantly lower 
than the values expected for an ideal antiparallel P conformation 
causing a twist in the extended backbone both at the N and C termini. 

NMR 

studies suggest the presence of a significant population of the peptide 
mols. in an extended antiparallel P conformation and the involvement 
of Dpg NH in a C5 intramol. hydrogen bond in solns. of deuterated 
chloroform and deuterated DMSO. IR studies provide evidence for the 
presence of an intramol. hydrogen bond in the mol . and the antiparallel 
extended conformation in chloroform solution CD spectra in methanol, 
trif luoroethanol , and tri-Me phosphate indicate that the Dpg peptide 

shows 

slight conformational flexibility, whereas the folded Ac6c analog is 

quite 

rigid. The extended Dpg peptide consistently shows the highest activity 
in human peripheral blood neutrophils, being .apprx.8- and 16-fold more 
active than the parent peptide and the folded Ac6c analog, resp. 
However, 

the finding that all 4 peptides have ED50 (the molar concentration of 
peptide to 

induce half -maximal enzyme release) values in the 10-8-10-9 M range 
suggests that an induced fit mechanism may indeed be important in this 
ligand-receptor interaction. Moreover, it is also possible that 
alterations in the backbone conformation at the tripeptide level may not 
significantly alter the side chain topog . and/or the accessibility of key 
functional groups important for interaction with the receptor. 
IT 136427-57-1P 
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RL: PREP (Preparation) 

(prepn. and secretagogue activity on human neutrophils of. structure 

in 

relation to) 
RN 136427-57-1 HCAPLUS 

CN L-Phenylalanine, N- formyl -L-methionyl -2-propylnorvalyl - , methyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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TITLE : 
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SOURCE: 

DOCUMENT TYPE: 
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PATENT INFORMATION: 



1991:485433 HCAPLUS 
115:85433 

Use of arylalkylamides in the treatment of 
neurodegenerative diseases 

Griffith. Ronald Conrad; Napier. James Joseph 

Fisona Corp., USA 

Eur. Pat. Appl . , 6 pp. 

CODEN: EPXXDW 

Patent 

English 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 




DATE 


EP 


427427 


A2 


19910515 


EP 


1990-311658 




19901024 


EP 
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19920115 
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GB. GR. IT. LI. LU. 
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Al 


19990126 
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1990-114388 




19900206 


AU 
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19910903 


AU 


1990-50927 




19900207 


AU 


654802 




1994 1 124 










AU 


9064918 


Al 


19910502 


AU 


1990-64918 




19901023 
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19930805 
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19910731 
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19901023 


CA 


2028645 


AA 


19910428 


CA 


1990-2028645 




19901026 


JP 


03209355 


A2 


19910912 


JP 


1990-287368 




19901026 


JP 
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B2 


19980618 










US 


5430044 
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19950704 


US 


1992-915489 




19920716 


US 


5331007 
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19940719 


US 


1992-918158 




19920720 


NO 


9203006 
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19920730 


NO 


1992-3006 




19920730 


FI 


9203540 
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19920806 


FI 


1992-3540 




19920806 


FI 


111712 


Bl 


20030915 










US 


5539120 
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19960723 


US 


1995-399030 




19950306 


US 


5605916 


A 


19970225 


US 


1995-398850 




19950306 
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US 


1989-427661 
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19891027 










us 


1987-11982 


B2 


19870206 










us 


1988-232566 


B2 


19880812 










IL 


1990-93286 


AO 


19900206 










WO 


1990-GB1B4 
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19900207 










us 
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19920716 
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11B754-10-2 

RL: BIOL (Biological atudy) 

(treatment of neurodegenerative diseases with) 
1187S4-10-2 HCAPLUS 

L- Phenylalanine. N-glycyl -a-phenyl - . methyl eater (9CI) (i 
NAME) 



H 

Ph-CH 2 -C-C-OMe 

NH— C— CH 2 - KH 2 



OTHER SOURCE(S): MAR PAT 115:85433 

AB Arylalkylamides are used for treating neurodegenerative diseases. 

Arylalkyl amide is 2-amino-N- (1, 2-diphenyl-l-methylethyl)acetamide (I), 
2-amino-N- (1, 2-diphenylethyl) acetamide (II) . 2-amino-N- (l. 2-bis{4- 
f luorophenyl) -1 -methylethyl] acetamide, 2 -amino-N- (1 -ethyl- 1,2- 
diphenylethyl) acetamide, 2-amino-N- (1 , 2-diphenyl- 1 - 
(methoxycarbonyl) ethyl] acetamide, 2 -amino-N -methyl -N- (1.2- 
diphenylethyl) acetamide. or 2-amino-N-methyl -N- (1, 2-diphenyl-l- 
methyl ethyl) acetamide. The neurodegenerative diseases include cerebral 
ischemia or palsy, hypoglycemia, Alxh«im«r's disease, 

Huntington's chorea. Olivopontocerebellar atrophy, perinatal asphyxia, 
anoxia, and stroke. Thus, I and II effectively prevented 
N-methyl-D,L-aspartate- induced seizures and subsequent mortality in mice. 
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ACCESSION NUMBER: 



CORPORATE SOURCE : 



SOURCE : 
9854-9857 



2003:893139 HCAPLUS 
140:94278 

Facile Synthesis of a, a-Di isobutylglycine 
and Anchoring its Derivatives onto PAL - PEG - PS Resin 
ru, Yaiwen; Etienne. Marcus A.; earner. 
Robert P. 

Department of Chemistry. Louisiana State University. 
Baton Rouge, LA. 70B03. USA 

Journal of Organic Chemistry (2003>. 66(25). 



(Continued) 



CODEN: JOCEAH; ISSN: 0022-3263 
PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB a, a-Di isobutylglycine (Dibg) was synthesized using a 

Pd-mediated dialkylation of Et nitroacetate as a key first step. The 

free 

a. u-di isobutylglycine was Na-protected and was applied 

to sol id -phase synthesis of a conf onaationally constrained peptide. 

Thus. 

peptide H- (Lys) 7 -Dibg -Val -Dbzg- Phe-Dpg-NH2 (Dbzg - a,a- 
dibenzylglycine, Dpg » a.a-dipropylglycine) was obtained in 
superior quality by using a trialkoxybenzyl linker on PEG-PS grafted 
support, to which Fmoc-Dpg-OH was attached by a mixed anhydride method. 
IT 21B926-47-7 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(alkylation of nitroacetate for preparation of (diisobutyl ) glycine 

and its 

use in peptide synthesis using PAL- PEG- PS as a solid support) 
RN 218926-47-7 HCAPLUS 

CN Norvaline, N- I <9H-f luoren- 9-ylmethoxy) carbonyl] -2 -propyl - (9CI) <CA 
INDEX 

NAME) 
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NH 2 

i - Bu~ C- Bu - i 
C0 2 H 

RN 3 97299-36-4 HCAPLUS 

CN Leucine, N- ( (9H- f luoren- 9-ylmethoxy) carbonyl) -2- (2 -methyl propyl) - (9CI) 
<CA INDEX NAME) 



r i? 

i - Bu— C— NH — C— O— CH 2 



RN 521928-77-8 HCAPLUS 

CN Leucine, 2 - ( 2 -methylpropyl ) - , ethyl ester (9CI) (CA INDEX NAME) 



-C— Bu-i 
NH2 



n-Pr 0 
I II 
HO2C— C— NH- C— O— CH2 



IT 99863-59-9P 397299-3C-4P 521928-77-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(alkylation of nitroacetate for preparation of (diisobutyl Jglycine 

and its 

use in peptide synthesis using PAL-PEG-PS as a solid support) 
RN 99863-59-9 HCAPLUS 

CN Leucine. 2 - (2 -methylpropyl ) - (9CI) (CA INDEX NAME) 



IT 134173-00-5P 642471-C5-CP 642471-66-7P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(alkylation of nitroacetate for preparation of (diisobutyl)glycine 

and its 

use in peptide synthesis using PAL- PEG-PS as a solid support) 
RN 134173-00-5 HCAPLUS 

CN Leucine, 2- (2 -methylpropyl) -N- ( (phenylmethoxy) carbonyl) - (9CI) (CA INDEX 
NAME) 



NH- C- O- CH 2 ~ Ph 



i - Bu— C— Bu-i 
I 

CO2H 



RN 642471-65-6 HCAPLUS 

CN Leucine, N- ((1,1 -dimethylethoxy) carbonyl 1 - 2 - (2 -methylpropyl ) - (9CI) (CA 
INDEX NAME) 
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NH — C — OBu - 1 



i-Bu— C— Bu-i 
I 

C0 2 H 

RN 642471-66-7 HCAPLUS 

CN Nerval inamide. L- lysyl -L- lysyl -L- lysyl -L-lysyl - L- lysyl - L- lysyl - L-lysyl -2 - 
( 2 -methylpropyl ) leucyl -L-valyl -a- (phenylmethyl ) phenylalanyl - L- 
phenylalanyl -2 -propyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



NH2 




.. I 

h 2 n > y ! I J NH 



L25 ANSWER 2 OF 3 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



(CH 2 U a NH 2 



HCAPLUS COPYRIGHT 200S ACS on STN 
2001:924458 HCAPLUS 
136: 167667 

Efficient acylation of the N-terminus of highly 
hindered Ca, a-disubstituted amino acids 
via amino acid symmetrical anhydrides 
ru, Yanwen; Hmur, Robert P. 

Department of Chemistry. Louisiana State University, 
Baton Rouge, LA, 70803. USA 
Organic Letters (2002), 4(2), 237-240 
CODEN: 0RLEF7; ISSN: 1523-7060 
American Chemical Society 
Journal 
English 

CASREACT 136:167687 
f luorenylmethyloxycarbonyl) amino acid syra. anhydrides are 
efficient and readily available reagents for acylation of the N-terminus 
of highly hindered Ca, a-dialkylated a-amino acids. 
Comparison of a variety of coupling protocols showed that the sym. 
anhydride method always provided the superior results. This method was 
successfully applied to the solid-phase synthesis of a peptide containing 
three aaAAs at alternating positions. 
218926-47-7 376630-86-30, resin-bound 
397299-0B-0D, resin-bound 397299-10-40, resin-bound 
397299-17-lD. resin-bound 397299-36-4 
>L: RCT (Reactant) ; RACT (Reactant or reagent) 

(acylation of dialkylated amino acids via amino acid sym. anhydrides 
and application of this method to solid phase synthesis of peptide) 
218926-47-7 HCAPLUS 

Norvaline, N- (( 9H- f luoren- 9 -ylmethoxy) carbonyl ] -2 -propyl - (9CI) (CA 

X 

NAME) 



AUTHOR (S) : 
CORPORATE SOURCE: 

SOURCE : 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S) : 
AB Fmoc (Fmoc » 




REFERENCE COUNT: 
THIS 



THERE ARE 31 CITED REFERENCES AVAILABLE FOR 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 




RN 376630-86-3 HCAPLUS 

CN L-a-Glutamine, a- (phenylmethyl ) phenylalanyl - L-alanyl -2 - 

propylnorvalyl-, l , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




" n-Pr Pr-n 
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RN 397299-08-0 HCAPLUS 

CN L-Lysinaraide. a- (phenylmethyl)phenylalanyl-L-phenylalanyl -2- 

propylnorvalyl -N6- [ (1, 1 -dimethyl ethoxy) carbonyl] -L-lysyl-N6- 1(1,1- 

dimethylethoxy) carbonyl) -L-lyayl-N6- E(l, 1 -dimethyl ethoxy) carbonyl J -L-lyoyl- 
N6- [ (1 . 1 -diraethylethoxy) carbonyl J -L-lysyl-N6- 1(1,1- 

dimethylethoxy) carbonyl J -L-lysyl-N6- [ (l. l -diraethylethoxy) carbonyl 1 - (9CI) 
(CA INDEX NAME) 

Absolute atereochemiatry. 




x 

HW OBU-t 



o 



H*T OBu-t 
<CH 2 >4 



o 

? 

OBu-t if 
-~<CH 2 , 4 U 

if OBu-t 



RN 397299-10-4 HCAPLUS 

CN L-Lysmamide, 2- (2-raethylpropyl ) leucyl-L-valyl -a- 

(phenylmethyl)phenylalanyl-L-phenylalanyl-2-propylnorvalyl-N6- 1(1,1- 

d i me thylethoxy) carbonyl) -L-lysyl-N6- ( (1. 1 -diraethylethoxy) carbonyl) -L-lysyl- 
N6- 1(1, 1 -diraethylethoxy) carbonyl) -L-lyayl-N6- ( (1, 1- 

dimethylethoxy) carbonyl) -L-lyayl-N6- [ (1. 1 -diraethylethoxy) carbonyl) -L-lysyl- 
N6- 1(1,1 -diraethylethoxy) carbonyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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...jtY- 




/(CH 2 ) 4 



H 

V 
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RN 397299-17-1 HCAPLUS 

CN L-Alaninaraide. 2- (2 -methyl propyl) leucyl- (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



H2B >L 1 



i-Bu Bu-i 
RN 397299-36-4 HCAPLUS 

CN Leucine, N- { (9H- f luoren- 9-ylmethoxy) carbonyl } -2 - (2-methylpropyl ) - (9CI) 
(CA INDEX NAME) 



r i? 



n OBu-t 

H 

^(CH 2)4 ! 

tf OBu-t 
H 



i - Bu~ C— NH~ C— O- CH 2 
i-Bu 



IT 376630-87-4P 397298-97-4P 397299-12-6DP, 

resin-bound 397399-14-BDP, resin-bound 397299-21-7P 
397299-24-0P 397299-27-3P 397299-30-BP 
397299-33-1P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(acylation of dialkylated amino acids via amino acid sym. anhydrides 
and application of this method to solid phase synthesis of peptide) 
RN 376630-87-4 HCAPLUS 

CN L-a-Glutamine. L-lysyl-a- (phenylmethyl ) phenylalanyl -L-alanyl -2- 
propylnorvalyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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" n-Pr Pr-n 



RN 397298-97-4 HCAPLUS 

CN L-LyBinamide. L- lysyl -2 - (2 -methyl propyl ) leucyl -L-valyl -a- 

(phenylmethyl)phenylalanyl-L-phenylalanyl-2-propylnorvalyl -L-lysyl -L-lyayl - 
L- lysyl -L-lysyl -L-lysyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




(CH 2 ) 4 3 NH 2 



H 2 N^ 




RN 397299-12-6 HCAPLUS 

CN L-Lysinamide. N- I ( 9H- fluoren- 9-ylmethoxy) carbonyl) -L-valyl -a- 

(phenylmethyl)phenylalanyl-L-phenylalanyl-2-propylnorvalyl-N6- 1(1,1- 

dimethylethoxy) carbonyl) -L-lyayl-N6- I (1. 1 -dimethyl ethoxy) carbonyl) -L- lysyl - 
N6- III. 1-dimethylethoxy) carbonyl) -L-lysyl-N6- ((1,1- 

dimethylethoxy) carbonyl ) -L- lyoyl -N6 - I (1 , 1 -dimethyl ethoxy) carbonyl ) -L-lysyl - 
N6- I (1. 1 -dimethyl ethoxy) carbonyll - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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H ^ 




t-BuO v 



r 



0 Y^™*" X 



(CH 2 )4 

(CH 2 ) 4 S N-^^O 
t-BuCk. ^NH 



RN 397299-14-8 HCAPLUS 

CN L-Lysinamide f N6- [ (1, 1-dimethylethoxy) carbonyl) -N2- ( (9H- f luoren-9- 
ylmethoxy) carbonyl) -L-lysyl -2- (2-methylpropyl) leucyl -L-valyl -a- 
(phenylmethyl ) phenylalanyl -L-phenylalanyl -2-propylnorvalyl-N6- 1(1,1- 

di methyl ethoxy) carbonyl) -L-lysyl-N6- [ (1 , 1-dimethylethoxy) carbonyl J -L-lysyl - 
N6- [ (1. 1-dimethylethoxy) carbonyl) -L-lysyl -N6- {(1.1- 

dimethylethoxy) carbonyl] -L-lysyl-N6- ( (1, 1-dimethylethoxy) carbonyl) -L-lysyl - 
N6- I (1. 1-dimethylethoxy) carbonyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



t-BuO NH 

(CH a >4 



„,Ao 0 




Ph i-Pr s 
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(CH 2 ) 4 S 



* 3 

l-BU J 0 




t-BuO^ ^Ns. y\ / 



RN 3 97299-24-0 HCAPLUS 

CN L-Lysinamide. L - J yay 1 - 2 - propyl norva 1 y 1 - L - tyrosyl - 2 - propy 1 norva 1 y 1 - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




rT s ^(CH 2 )i 



' (CH 2 ) 4 S NH 2 



RN 397299-27-3 HCAPLUS 

CN L-a-Glutaraine, L-lysyl -2 -propylnorvalyl ~L- tyrosyl -2 -propylnorvalyl - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 397299-21-7 HCAPLUS 

CN L-Alaninamide. L- lysyl -2- (2-methylpropyl) leucyl - (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 
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RN 397299-30-8 HCAPLUS 

CN L-a-Glutamine, L-a- glutamyl - 2 -propyl norva lyl -L- tyrosyl -2- 
propylnorvalyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



o 




RN 397299-33-1 HCAPLUS 

CN L-Lysinamide. L-a-glutamyl -2 -propylnorvalyl -L- tyrosyl -2 - 
propylnorvalyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE : 



SOURCE: 
7118-7124 



HCAPLUS COPYRIGHT 2005 ACS On STN 
2001:695668 HCAPLUS 
136:6337 

Sterically Hindered On.a-Disubstituted 
a -Ami no Acids: Synthesis from 

a -Nitroacetate and Incorporation into Peptides 

Fu. Tanw«a; Ha mma rsL roem . Lars G. J.: 

Millar, Tod J.; Fronczek. Frank R. ; 

McLaughlin, Mark L. ; Bazmer, Rob.rt P. 

Department of Chemistry, Louisiana State University, 

Baton Rouge, LA, 70803. USA 

Journal of Organic Chemistry (2001), 66(21), 
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PUBLISHER: 
DOCUMENT TYPE : 
LANGUAGE : 
OTHER SOURCE (S) : 



CODEN: JOCEAH; ISSN: 0022-3263 
American Chemical Society 
Journal 
Engl ish 

CASREACT 136:6337 
The preparation of sterically hindered and polyf unctional Ca,a- 
disubstituted a-araino acids via alkylation of Et nitroacetate and 
transformation into derivs. ready for incorporation into peptides are 
described. Treatment of Et nitroacetate with N, N-di isopropylethylamine 
(DIEA) in the presence of a catalytic amount of tetraalkylammonium salt, 
followed by the addition of an activated alkyl halide or Michael 
acceptor, 

gives the doubly C-alkylated product in good to excellent yields. 
Selective nitro reduction with Zn/acetic acid or H2/Raney Ni gives the 
corresponding amino ester that, upon saponification, can be protected 
with the 

f luorenylmethyloxycarbonyl (Fmoc) group. The first synthesis of an 

orthogonally protected, tetrafunctional Ca, <* -di substituted 

analog of aspartic acid. 2 , 2 -bis (tert-butylcarboxymethyl)glycine (Scmg) , 

is described. Also, the sterically demanding Ca,a- 

dibenzylglycine (Dbg) has been incorporated into a peptide using 

solid-phase synthesis. It was found that once sterically congested Dbg 

is 

at the peptide N-terminus, further chain extension becomes very difficult 
using uronium or phosphoniun salts (PyAOP, PyAOP/HOAt, HATU) . However, 
preformed amino acid sym. anhydride couples to N- terminal Dbg in almost 
quant, yield in nonpolar solvent (dichloroethane-DMP, 9:1). 

IT 37*630-86. 3DP. resin-bound 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(solid-phase synthesis of a peptide containing the sterically hindered 
dibenzylglycine) 

RN 376630-86-3 HCAPLUS 

CN L-a-Glutamine. a- (phenylmethyl ) phenylalanyl -L-alanyl-2- 

propylnorvalyl-. 1, 1 -dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT 376630-87- 4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(solid-phase synthesis of a peptide containing the sterically hindered 
dibenzylglycine) 
RN 376630-87-4 HCAPLUS 

CN L-o-Glutamine. L-lysyl-a- (phenylmethyl ) phenylalanyl -L-alanyl -2 - 
propylnorvalyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




11 n.Pr Pr-n 
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Conformational choice at alpha. elpha-di-n-propylglycine residues: heli' 
or fully extended structures?. 

Kaul R; Banunathi S; Velmurugan 0; Rao R B: Balaram P 

Molecular Biophysics Unit. Indian Institute of Science. Bangalore- 560 

India. 
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Journal code: 0372525. ISSN: 0006-3525. 
United States 

Journal; Article; (JOURNAL ARTICLE) 
Eng 1 i eh 

Priority Journals 
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962SS529 MEDLINE 
PubMed ID: 8924628 

Peptide design: crystal structure of a helical peptide module attached to 
a potentially nonhelical amino terminal segment. 
Karle I L; Rao R B; Kaul R; Prasad S; Balaram P 

Laboratory for the Structure of Matter. Naval Research Laboratory. 
Washington, DC 20375-5341. USA. 
GM30902 (NIGMS > 

Biopolymers, (1996 Jul) 39 (1) 75-83. 
Journal code: 0372525. ISSN: 0006-3525. 
United States 

Journal; Article; (JOURNAL ARTICLE) 
English 

Priority Journals 
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Entered STN: 19961219 

Last Updated on STN: 19961219 

Entered Medline: 19961104 
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beta-turn conformations in crystal structures of model peptides 
aining 

alpha, alpha-di-n-propylglycine and alpha. alpha-di-n-butylglycine. 
Crisma M; Valle G; Toniolo C; Prasad S; Rao R B; Balaram P 
Department of Organic Chemistry, University of Padova, Italy. 
Biopolymers, (1995 Jan) 35 <l) 1-9. 
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94128079 MEDLINE 
PubMed ID: 8297351 

Coexistence of folded and extended conformations of a tripeptide 
containing alpha, alpha -di • n-propylglycine in crystals. 
Prasad S; Mitra S; Subramanian E; Velmurugan D; Rao R B; Balaram P 
Molecular Biophysics Unit, Indian Institute of Science, Bangalore. 
Biochemical and biophysical research communications. (1994 Jan 28) 198 

424-30. 

Journal code: 0372516. ISSN: 0006-291X. 
United States 

Journal; Article; (JOURNAL ARTICLE) 
English 

Priority Journals 
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Entered STN : 1994 0314 

Last Updated on STN: 19960129 

Entered Medline: 19940301 



Searched by: Mary Hale 571-272-2507 REM 1D86 



L29 ANSWER 5 OF 7 MEDLINE on STN 

AN 92011615 MEDLINE 
DN PubMed ID: 1917981 

TI Rotation and interaction with epoxide hydrase of cytochrome P-4S0 in 
proteol iposomea . 

AU Etter H U; Richter C; Ohta Y; Winterhalter K H; Saaabe H; Kawato S 
CS Institute of Physics. College of Arts and Sciences. University of Tokyo. 
Japan. 

SO Journal of biological chemistry. (1991 Oct 5) 266 (28) 18600-5. 

Journal code: 2985121R. ISSN : 0021-9258. 
CY United States 

DT Journal; Article; {JOURNAL ARTICLE) 

LA English 

FS Priority Journals 

EM 199111 

ED Entered STN: 19920124 

Last Updated on STN: 19970203 
Entered Medline: 19911108 
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AN 83237234 MEDLINE 
DN PubMed ID: 6862769 

TI Peptides containing dipropylglycine . Part 2. Preparation of tripeptides 

and higher homo-oligomers of dipropylglycine. 
AU Hardy P M; Lingham I N 

SO International journal of peptide and protein research, (1983 Apr) 21 (4) 
406-18. 

Journal code: 0330420. ISSN: 0367-8377. 
CY Denmark 

DT Journal; Article; (JOURNAL ARTICLE) 

LA English 

FS Priority Journals 

EM 198308 

ED Entered STN : 19900319 

Last Updated on STN: 19900319 
Entered Medline: 19830811 
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DN PubMed ID: 6862768 

TI Peptides containing dipropylglycine. Part 1. Preparation of protected 

derivatives of dipropylglycine and their incorporation into dipeptides. 
AU Hardy P M; Lingham I N 

SO International journal of peptide and protein research. (1983 Apr) 21 (4) 
392-405. 

Journal code: 0330420. ISSN : 0367-S377. 
CY Denmark 

DT Journal; Article; (JOURNAL ARTICLE) 

LA English 

FS Priority Journals 

EM 198308 

ED Entered STN: 19900319 

Last Updated on STN : 19900319 
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